- Amendments to the Claims - 
1.-164. (Canceled) 

165. (Currently amended) A compound of the formula l A , 




wherein: 

R 1 is C-(OR 80 )R 4 R 5 , where R 80 is independently (C 1 -C 4 )alkyl > benzyl, (C r C 6 )alkylcarbonyl or 
phenylcarbonyl, where said benzyl and said phenyl are optionally substituted with up to three 
(C r C 4 )alkyl, (C r C 4 )alkoxy, halo or nitro; 

R 4 and R 5 are each independently hydrogen, methyl, ethyl or hydroxy-(C r C 3 )alkyl; 
R 2 is hydrogen, (C 1 -C 4 )alkyl or (C 1 -C 4 )alkoxy; 
R 3 is a radical of the formula 
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wherein said radical of formula R 33 is substituted by R 6 , R 7 and R 8 ; 
said rad i ca l of formu l a R 3 * is subst i tutod by R^ -R^-^nd-R 3 ^ 



G, G 1 and G 2 are taken separately and are each hydrogen and R 6 is hydrogen, (C 1 -C 4 )alkyl, (C r 
C 4 )alkoxycarbonyl, (C 1 -C 4 )alkoxy-(C 1 -C 4 )alkyl, hydroxy-(C 1 -C 4 )alkyl or phenyl optionally 
independently substituted with up to three hydroxy, halo, hydroxy-(d-C 4 )aIkyl, (d-d)alkoxy-(d- 
C 4 )alkyl, (C 1 -C 4 )alkyl or (d-d)a'koxy, wherein said (d-d)a'kyl in the definition of R 6 and said 
(C r C 4 )alkoxy in the definition of R 6 are optionally and independently substituted with up to five 
fluoro; R 7 and R 8 are each independently hydrogen or (C r C 4 )alkyl; or 
G and G 1 are taken together and are (d-d)alkylene and R 6 , R 7 , R 8 and G 2 are hydrogen; or 
G 1 and G 2 are taken together and are (d-C 3 )alkylene and R 6 , R 7 , R 8 and G are hydrogen; 
q is 0 or 1 ; 

X is a covalent bond, -(C=NR 10 )-, oxycarbonyl, vinylenylcarbonyl, oxy(Ci-C 4 )alkylenylcarbonyl, 
(d-CXOalkylenylcarbonyl, (C 3 -C 4 )alkenylcarbonyl, thio(C r C 4 )alkylenylcarbonyl, vinylenylsulfonyl, 
sulfinyl-(C r C 4 )alkylenylcarbonyl, sulfonyl-(C r C 4 )alkylenylcarbonyl or carbonyl(C 0 - 
C 4 )alkylenylcarbonyl; wherein said oxy(C r C 4 )alkylenylcarbonyl, (d-C 4 )alkylenylcarbonyl, (C 3 - 
C 4 )alkenylcarbonyl and thio(C 1 -C 4 )alkylenylcarbonyl in the definition of X are each optionally and 
independently substituted with up to two (C r C 4 )alkyl, benzyl or Ar; said vinylenylsulfonyl and said 
vinylenylcarbonyl in the definition of X are optionally substituted independently on one or two 
vinylenyl carbons with (C r C 4 )alkyl, benzyl or Ar; and said carbonyl(C 0 -C 4 )alkylenylcarbonyl in the 
definition of X is optionally substituted indepedently with up to three (C 1 -C 4 )alkyl l benzyl or Ar; 
R 10 is hydrogen or (C r C 4 )alkyl; 

R 9 is (C 3 -C 7 )cycloalkyl, Ar 1 -(C 0 -C 3 )alky1enyl or (C r C 6 )alkyl optionally substituted with up to five 
fluoro; provided that when q = 0 and X is a covalent bond, oxycarbonyl or (C r 
C 4 )alkylenylcarbonyl, then R 9 is not (C r C 6 )alkyl; 

Ar and Ar 1 are phenyl, naphthvl. pyridvl. pyrimidvl. pyrazinvl, pyridazinvl, triazinvl. guinolvl. 
isoquinolvl. guinazolvl. auinoxalvl. phthalazinvl. cinnolinvl. naphthvridinvl. pteridinvl. 
pyrazinopyrazinvl. pvrazinopvridazinvl, pyrimidopvridazinyl. pyrimidopvrimidvl. pyridopyrimidvl. 
pvridopyrazinvl. pvridopyridazinvl, pyrrolvl. furanvl, thienvl. imidazolvl. oxazolvl. thiazolvl. 
pyrazolvl. isoxazolyl. isothiazolvl. triazolvl, oxadiazolvl. thiadiazolvl. tetrazolvl. indolvl. 
benzofuranvl. benzothienvl. benzimidazolvl. benzoxazolvl, benzothiazolvl, indazolvl. 
benzisoxazolvl, benzisothiazolvl. pyrrolopyridvl. furopyridvl. thienopyridvl. imidazolopyridvl. 
oxazolopyridvl. thiazolopyridvl, pvrazolopyridvl, isoxazolopyridvl. isothiazolopyridvL 
pvrrolopyrimidvl. furopyrimidvl. thienopyrimidvl. imidazolopyrimidvi. oxazolopvrimidvl. 
thiazolopvrimidvl. pyrazolopyrimidvl. isoxazolopyrimidvl. isothiazolopyrimidvl. pyrrolopyrazinvl. 
furopyrazinvl. thienopyrazinyl, imidazolopvrazinyl, oxazolopyrazinvl. thiazolopyrazinvl. 
pyrazolopyrazinvl. isoxazolopyrazinvl. isothiazolopyrazinvl. pyrrolopyridazinvl. furopyridazinvl. 
thienopyridazinvl. imidazolopyridazinvl. oxazolopyridazinvl. thiazolopyridazinvl. 
pvrazolopyridazinvl. isoxazolopyridazinvl or isothiazolopyridazinvl 

i nd e p e nd e nt l y a fu l ly s aturat e d, part i al l y saturat e d or fu ll y unsaturat e d fiv e to e i ght - m e mb e r e d 
ring opt i on al ly hav i ng up to four h e t e roatoms se l e ct e d i ndepend e ntly from oxygen, sulfur and 
n i trog e n, or a bicycl i c ring cons i sting of two fu se d i nd e p e ndent l y partia l ly saturat e d, fu ll y 
saturat e d or ful l y unsaturat e d fiv e to sev e n - m e mb e r e d r i ngs, tak e n i nd e p e nd e ntly, optiona l ly 
hav i ng up to four heteroatoms s ele ct e d ind e p e ndently from n i trog e n, sulfur and oxygen, or a 
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tr i cyc l ic r i ng cons i st i ng of thr ee fused i nd e p e nd e nt l y part i ally s aturat e d, fu l ly saturated or fu ll y 
unsaturat e d five to s e von momb e r e d rings, tak e n i ndep e nd e nt l y, opt i ona ll y hav i ng up to four 
h e t e ro a toms s ele ct e d i nd e p e nd e nt l y from n i trog e n, sulfur and oxyg e n, s ai d part i a ll y saturated, 
fu ll y saturat e d r i ng or ful l y unsaturat e d monocyc l ic r i ng, b i cyc li c r i ng or tr i cycl i c r i ng opt i onally 
hav i ng on e or two oxo group s s ubst i tuted on carbon or on e or two oxo groups substitut e d on 
sulfur* 

Ar and Ar 1 are optionally independently substituted on carbon or nitrogen, on one ring if the 
moiety is monocyclic, on one or both rings if the moiety is bicyclic, or on one, two or three rings if 
the moiety is tricyclic, with up to a total of four substituents independently selected from R 11 , R 12 , 
R 13 and R 14 ; wherein R 11 , R 12 , R 13 and R 14 are each taken separately and are each 
independently halo, formyl, (C r C 6 )alkoxycarbonyl, (C 1 -C 6 )alkylenyloxycarbonyl, (C r C 4 )alkoxy- 
(Ci-C 4 )alkyl f C(OH)R 15 R 16 , naphthyl, phenyl, imidazolyl, pyridyl, triazolyl, morpholinyl, (C 0 - 
C 4 )alkylsulfamoyl, N-(C 0 -C 4 )alkylcarbamoyl, N.N-di-fCi-^Jalkylcarbamoyl, N-phenylcarbamoyl, 
N^Cr^Jalkyl-N-phenylcarbamoyl, N,N-diphenyl carbamoyl, (CrC^alkylcarbonylamido, (C 3 - 
C 7 )cycloalkylcarbonylamido, phenylcarbonylamido, piperidinyl, pyrrolidinyl, piperazinyl, cyano, 
benzimidazolyl, amino, anilino, pyrimidyl, oxazolyl, isoxazolyl, tetrazolyl, thienyl, thiazolyl, 
benzothiazolyl, pyrrolyl, pyrazolyl, tetrahydroquinolyl, tetrahydroisoquinolyl, benzoxazolyl, 
pyridazinyl, pyridyloxy, pyridylsulfanyl, furanyl, S^Ci-^Jalkyl-S.S-diazap^.lJbicyclooctyl, 3,5- 
dioxo-1,2,4-triazinyl, phenoxy, thiophenoxy, (C r C 4 )alkylsulfanyl, (C r C 4 )alkylsulfonyl, (C 3 - 
C 7 )cycloalkyl, (C r C 4 )alkyl optionally substituted with up to five fluoro or (d^alkoxy optionally 
substituted with up to five fluoro; said naphthyl, phenyl, pyridyl, piperidinyl, benzimidazolyl, 
pyrimidyl, thienyl, benzothiazolyl, pyrrolyl, tetrahydroquinolyl, tetrahydroisoquinolyl, benzoxazolyl, 
pyridazinyl, pyridyloxy, pyridylsulfanyl, furanyl, thiophenoxy, anilino and phenoxy in the definition 
of R 11 , R 12 , R 13 and R 14 are optionally substituted with up to three substituents independently 
selected from hydroxy, halo, hydroxy-(C r C 4 )alkyl, (C 1 -C 4 )alkoxy-(C 1 -C 4 )alkyl, (d-CXOalkyl 
optionally substituted with up to five fluoro and (CVOOalkoxy optionally substituted with up to five 
fluoro; said imidazolyl, oxazolyl, isoxazolyl, thiazolyl and pyrazolyl in the definition of R 11 , R 12 , R 13 
and R 14 are optionally substituted with up to two substituents independently selected from 
hydroxy, halo, hydroxy-(C 1 -C 4 )alkyl, (C 1 -C 4 )alkoxy-(C 1 -C 4 )alkyl, (C r C 4 )alkyl optionally substituted 
with up to five fluoro and (C 1 -C 4 )alkoxy optionally substituted with up to five fluoro; said 
morpholinyl in the definition of R 11 , R 12 , R 13 and R 14 is optionally substituted with up to two 
substituents independently selected from (C r C 4 )alkyl; said pyrrolidinyl in the definition of R 11 , 
R 12 , R 13 and R 14 is optionally substituted with up to two substituents independently selected from 
hydroxy, hydroxy-(C r C 3 )alkyl, (C 1 -C 4 )alkoxy-(C 1 -C 4 )alkyl, (C r C 4 )alkyl optionally substituted with 
up to five fluoro and (CrC^alkoxy optionally substituted with up to five fluoro; said piperazinyl in 
the definition of R 11 , R 12 , R 13 and R 14 is optionally substituted with up to three substituents 
independently selected from (C r C 4 )alkoxy-(C r C 4 )alkyl, hydroxy-(C r C 3 )alkyl, phenyl, pyridyl, 
(C 0 -C 4 )alkylsulfamoyl, (C r C 4 )alkyl optionally substituted with up to five fluoro and (C r C 4 )alkoxy 
optionally substituted with up to five fluoro; said triazolyl in the definition of R 11 , R 12 , R 13 and R 14 
is optionally substituted with hydroxy, halo, hydroxy-(C r C 4 )alkyl, (CrC^alkoxy-fCrOOalkyl, (C r 
C 4 )alkyl optionally substituted with up to five fluoro and (C r C 4 )alkoxy optionally substituted with 
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up to five fluoro; said tetrazolyl in the definition of R 11 , R 12 , R 13 and R 14 is optionally substituted 

with hydroxy-(C 2 -C 3 )alkyl or (Ci-C 4 )alkyl optionally substituted with up to five fluoro; and said 

phenyl and pyridyl which are optionally substituted on piperazine in the definition of R 11 , R 12 , R 13 

and R 14 are optionally substituted with up to three hydroxy, halo, hydroxy-(C 1 -C 4 )alkyl, (C r 

C 4 )alkoxy-(C 1 -C 4 )alkyl, (C r C 4 )alkyl optionally substituted with up to five fluoro and (C 1 -C 4 )alkoxy 

optionally substituted with up to five fluoro; or 

R 11 and R 12 are taken together on adjacent carbon atoms and are 

-CH 2 OC(CH 3 )20CH2- or -0-(CH 2 ) p -0-, and R 13 and R 14 are taken separately and are each 

independently hydrogen or (d-C 4 )alkyl; 

p is 1 , 2 or 3; arid 

R 15 and R 16 are taken separately and are each independently hydrogen, (C 1 -C 4 )alkyl optionally 
substituted with up to five fluoro; or R 15 and R 16 are taken separately and R 15 is hydrogen and 
R 16 is (C 3 -C 6 )cycloalkyl, hydroxy-(C r C 3 )alkyl, phenyl, pyridyl, pyrimidyl, thienyl, furanyl, thiazolyl, 
oxazolyl, imidazolyl, benzothiazolyl or benzoxazolyl; or R 15 and R 16 are taken together and are 
(C 3 -C 6 )alkylene [[;]] 

GVG 4 -an€lG 6 ar e tak e n se parat el y and are e ach hydrog e n; r i s 0; R 4 * i s hydrog e n, (C A -Q 4 )3^ 

independent l y substituted w i th up to thr ee hydroxy, ha l o, hydroxy (C 4 -G 4 )alky[r(€4-G 4 )a l koxy - (C 4 - 
G 4 )alky l , (C 4 -G 4 )a l kyl or (C 4 -G 4 )a l koxy, wh e r ei n sa i d (C 4 -G 4 )alkyl in the d e finit i on of R 6 and said 
(G 4 -G 4 )a l koxy i n th e d e fin i tion of R^ar e optiona ll y and i ndep e nd e nt l y subst i tut e d with up to fiv e 
fluoro; and R 4 * and R 20 ar e e ach ind e p e ndently (C 4 -G 4 )a l ky l ; or 

G a 1 -G 4 -aftd-G 6 are tak e n s e parat e ly and aro each hydrog e n; r i s 1; R 44 i s hydrog e n, (C i-Gtfafcylj 
(G 4 -G 4 )alkoxycarbonyl, (C 4 -£ 4 )a l koxy - (C 4 -G 4 )a l kyl, hydroxy (C 4 -G 4 )alky l or ph e nyl optiona ll y 




independently subst i tut e d with up to throo hydroxy, halo, hydroxy (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l koxy - (C 4 - 
C 4 )alkyHG 4 -G 4 )a l kyl or (C 4 -G 4 )a l koxy, wh e re i n sa i d (C 4 -G 4 )a l kyl i n th e d e finit i on of R 6 and said 
{G 4 -€ 4 )alkoxy in th e d e fin i tion of R^ar e opt i ona ll y and i nd e p e nd e nt l y substituted with up to fivo 
fluoro; and R^ -and-R 2 0 are each i nd e p e nd e nt l y hydrogon or (C 4 -€ 4 )alkyH-of 
G 3 -and-G 4 ar e tak e n tog e th e r and ar e (C 4 - C^)alky le n e ; r i s 0 or 1; and R 4 VR%R^-afl€l-6 6 -afe 
hydrog e n; or 

G 4 ^and-G § ar e tak e n tog e th e r and aro (C 4 -G a)alkyl e ne; r i s 0 or 1 ; and R 4 VR 4 VR 2 ^aftd-G 3 -are 
hydrog e n; 

R^4s^G 2 NR 24 R 32 r GQNR 24 R^ r {C 4 -C 6 )alkoxycarbonyl, (C 4 -G 6 )alky l carbonyl, Ar* carbony l , (C 4 - 



R^-and-R 2 2 ar e tak e n se parat el y and ar e e ach i nd e p e ndently sel e cted from hydrog e n, (C 4 - 
C & )a l ky l , (C^ -G y)cyc l oa l ky l and Ar 2 -(G 0 -G 4 ) al ky le nyl; or 

R^^and-R 22 ar e tak e n tog e th e r w i th th e n i trog e n atom to wh i ch th e y ar e attach e d to form 
az e tid i ny l , pyrrolidinyl, pip e r i diny l , p i p e raz i nyl, morphol i nyl, az e p i nyl, azab i cyclo[3.2.2]nonanyl, 
azabioyo l o[2.2.1]h e ptyl, 6,7 - d i hydro - 5H - d i b e nzo[c, e ]az e p i ny l , 1,2,3, 4 t e trahydro - isoqu i noly l or 
5,6,7,8 - tetrahydropyr i do[4,3 - d]pyrimidyl; sa i d azet i d i nyl in the defin i tion of R^ -and-R^-is 
opt i onal l y s ubstitut e d i ndep e nd e nt l y with on e subct i tu e nt s e l e ct e d from hydroxy, am i no, hydroxy 
(G 4 ^ 4 )aJkyb^ 4 ^ ^ optional l y substitut e d w i th up to fiv e fluoro 
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and (C 4 -C 4 )a l koxy opt i ona l ly substitut e d w i th up to fiv e f l uoro; sa i d pyrrol i d i ny l , pip e r i d i ny l , 
az e p i ny l in the d e fin i tion of R 2 4 and R 22 ar e optional l y subst i tut e d i nd e pend e nt l y w i th up to two 
subst i tuents i nd e p e nd e nt l y s ele ct e d from hydroxy, amino, hydroxy (C 4 -G 4 )a l kyl, (C 4 -G 4 )a l koxy - 
(€ 4 -G 4 )alky l , (C 4 -G 4 )alkyl opt i ona ll y s ubst i tut e d w i th up to fiv e fluoro and (C 4 -G 4 )alkoxy opt i ona ll y 
subst i tut e d with up to fiv e fluoro; s a id morpho l inyl i n th e d e fin i t i on of R 2 4 and R 2 2 i s opt i ona l ly 
substitut e d with up to two subst i tuents i nd e p e nd e nt l y s e l e ct e d from hydroxy - (C 4 -G 4 )a l kyl, (C 4 - 
G 4 )alkoxy - (C 4 -G 4 )a l ky l , (C 4 -G 4 )alky l opt i ona ll y subst i tut e d w i th up to fiv e fluoro and (C 4 -G 4 )a l koxy 
opt i ona ll y subst i tut e d w i th up to fiv e fluoro; said pip e raz i ny l in th e defin i tion of R 24 and R 2 2 4s 
opt i ona ll y subst i tut e d i nd e p e nd e nt l y w i th up to thr ee subst i tu e nts i nd e p e nd e nt l y se le ct e d from 
ph e ny l , pyridyl, pyrimidy l , (C 4 -G 4 )a l koxycarbony l and (C 4 -G 4 )alky l opt i ona l ly subst i tut e d w i th up to 
fiv e fluoro; said 1,2,3,4 - t e trahydro -i soquino l y l and said 5,6 t 7,8 - t e trahydropyrido[ 4 ,3 - d]pyr i m i dy l i n 
th e d e fin i tion of R 24 and R 22 ar e optiona ll y subst i tut e d i ndep e nd e nt l y with up to thr ee substitu e nts 
i nd e p e nd e nt l y s ele ct e d from hydroxy, am i no, halo, hydroxy - (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l koxy - (C 4 - 
G 4 )al ky l, (C 4 -G 4 )alky l opt i ona ll y subst i tut e d w i th up to fiv e f l uoro and (C 4 -G 4 )a l koxy optiona l ly 
subst i tut e d w i th up to fiv e fluoro; and sa i d 6,7 - d i hydro - 5H - dib e nzo[c, e ]az e p i ny l i n th e defin i t i on of 
R 24 and R 22 is optiona ll y s ubst i tut e d with up to four sub s titu e nts ind e pendent l y se le cted from 
hydroxy, amino, halo, hydroxy - (C 4 -G 4 )alkyl, (C 4 -G 4 )a l koxy - (C 4 -G 4 )a l kyf, (C 4 -G 4 )a l ky1 optiona ll y 
substituted with up to f i v e fluoro and (C 4 -G 4 )a l koxy opt i ona l ly substitut e d w i th up to fiv e f l uoro; 
sa i d pyr i midy l , pyr i dyl and ph e nyl which ar e optional l y sub s t i tut e d on sa i d p i peraz i n e in th e 
d e finit i on of R 2 4 and R 2 2 is option a l l y s ub s titut e d w i th up to thr ee sub s t i tu e nts s e le cted from 
hydroxy, amino, hydroxy (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l koxy (C 4 -G 4 )a l ky1, (C 4 -G 4 )a l ky l optiona l ly 
substitut e d w i th up to fiv e fluoro and (C 4 -G 4 )a l koxy opt i ona l ly subst i tut e d w i th up to fiv e fluoro; 
Ar 2 i s i nd e p e nd e nt l y d e fin e d as s e t forth for Ar and Ar 4 abov e ; 
said Ar 2 i s optiona ll y i nd e p e nd e nt l y subst i tuted as sot forth for Ar and Ar 4 -abovef 
R^-is-GQNR^R 26 or SO^ R^R 26 , wh e r ei n R 2 6 is hydrog e n (C 4 -G 4 )a l ky l or Ar 3 -(G Q -G 4 )a l kyleny l and 
R 28 -is-Af 3 -(€o-G 4 )a l kyl e nyl; prov i d e d that wh e n Ar 3 i6 ph e ny l , naphthy l or biph e nyl, th e n R 2 2 
cannot b e CONR^ R 2 6 wher e R 2 6 i s hydrogen or Ar 2 and R ^-is-Af^ 

R 24 i s hydrog e n, (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l koxycarbony l , (C 4 -G 4 )a l koxy - (C 4 -G 4 )a l ky l , hydroxy - (C 4 - 

G 4 )a l ky l or ph e nyl optional l y ind e p e nd e ntly s ubstitut e d w i th up to thr ee hydroxy, ha l o, hydroxy 

(G^laikylr^ or (C 4 -G 4 )alkoxy, whoroin sa i d (C 4 -G 4 )aikyl 

i n th e d e finit i on of R 6 and sa i d (C 4 -C 4 )a l koxy in th e d e finit i on of R ^ ar e optiona ll y and 

i nd e p e nd e nt l y substitut e d w i th up to fiv e fluoro; 

Af 2 i s i nd e p e ndently d e fin e d as s e t forth for Ar and Ar 4 -akovef 

sald-Af 2 i s opt i ona l ly i nd e p e nd e nt l y substitut e d a s set forth for Ar and Ar 4 -abovef 

R 2 * i s hydrog e n or (C 4 -£ 4 )a l kyl; 

R^-arelR 28 are e ach i nd e p e nd e nt l y hydrog e n, hydroxy, ha l o, hydroxy - (C 4 -G 4 )alky l , (C 4 > 
G 4 )a l koxy - (C 4 ^ 4 )alkytr(^4-G4 )al l <yl opt i ona ll y substitut e d w i th up to fiv e fluoro, (C 4 -£ 4 )alkoxy 
opt i ona ll y substitut e d with up to fiv e f l uoro, ph e nyl, pyridyl, pyr i m i dyl, th ie nyl, furanyl, thiazolyl, 
oxazo l yl, ph e noxy, th i oph e noxy, SQ aNR^R^rGQNR^R^-ef-MR^R 24 ; sa i d th ie nyl, pyrim i dy l , 
furanyl, th i azo l yl and oxazo l yl in th e d e fin i t i on of R^ -and-R 28 ar e optiona ll y substituted by up to 
two hydroxy, halo, hydroxy (C 4 >G 4 )alkyh-(€ 4 -G 4 )a l koxy (C^ 4 )altoflr(£i-G 4 )i 
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subst i tut e d with up to fiv e fluoro or (C 4 -G 4 )alkoxy optional l y subst i tuted w i th up to fiv e fluoro; said 
ph e nyl, pyridyl, ph e noxy and thioph e noxy i n tho definit i on of R 38 a nd R 28 ar e opt i onally 
substitut e d by up to thr ee hydroxy, halo, hydroxy (C 4 -C 4 ) a lkyl, (C 4 -G 4 )alkoxy - (C 4 -C 4 )a l kyl, (C 4 - 
G 4 )alky l opt i ona ll y s ub s t i tut e d w i th up to fiv e fluoro or (C 4 -G 4 )a l koxy optional l y s ub s t i tut e d w i th up 
to fiv e fluoro; 

R 30 and R 34 ar e e ach i nd e p e ndent l y hydrog e n, (C 4 -G 4 )alky l , (Ca - C 7 )cyc l oa l ky l or ph e ny l , s ai d 
pheny l is opt i ona l ly s ubstitut e d w i th up to thr ee hydroxy, halo, hydroxy - (C 4 -G 4 )a l kyl, (C 4 - 
G 4 )a l koxy - (C 4 -G 4 ) al ky l , (C 4 -G 4 ) al ky l opt i ona ll y subst i tut e d w i th up to fiv e fluoro or (C 4 -G 4 )a l koxy 
optiona ll y subst i tut e d w i th up to fiv e fluoro; or 

R 30 a nd R 3 4 ar e tak e n tog e th e r w i th th e n i trog e n to wh i ch th e y ar e attach e d to form indol i ny l , 
pyrro li d i ny l , pip e r i d i ny l , p i p e raz i nyl or morpho li nyl; sa i d pyrro li diny l and p i p e r i dinyl i n th e d e finit i on 
oER 30 and R 3 4 ar e opt i ona ll y subst i tut e d w i th up to two hydroxy, am i no, hydroxy - (C 4 -G 4 ) a lky l , (C 4 - 
G 4 )alkoxy - (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l ky l opt i ona ll y substitut e d w i th up to fiv e fluoro or (C 4 -G 4 )a l koxy 
opt i ona ll y s ubstitut e d w i th up to five fluoro; s a i d i ndo l inyl and pip e raziny l i n th e d e fin i t i on of R 3 0 
and R 3 4 ar e opt i onal l y subst i tut e d w i th up to thr ee hydroxy, am i no, hydroxy - (C 4 -G 4 )a l kyl, (C 4 - 

fluoro or (C 4 -G 4 )a l koxy opt i ona l ly subst i tut e d with up to fiv e fluoro; said morpho li nyl i n th e 
d e fin i tion of R 3 0 and R 3 4 is optiona ll y subst i tut e d w i th up to two substitu e nts indopondont l y 
s ele ct e d from hydroxy - (C 4 -G 4 )alky j , (C 4 -G 4 )a l koxy - (C 4 -G 4 )alky1, (C 4 -G 4 )alky l opt i ona ll y subst i tut e d 
w i th up to f i v e f l uoro and (C 4 -G 4 )a l koxy option all y s ubst i tut e d with up to fiv e fluoro; 
A i s N optional l y subst i tut e d w i th hydrogen or (C 4 -G 4 )a l ky l and B i s carbony l ; or 
A is carbony l and B i s N opt i onal l y subst i tuted w i th hydrog e n or (C 4 -G 4 )a l ky l ; 
R 3 * i s hydrog e n or (C 4 -C 4 )alkyl; 

R 3 3 i s ph e nyl, pyr i dyl, pyr i m i dy l , thiazo l y l , oxazo l yl, b e nzyl, qu i no l y l , i soqu i no l y l , phtha li ziny l , 
quinoxan l yl, b e nzothiazoy l , b e nzoxazo l y l , b e nzofuranyl or b e nzoth ie nyl; sa i d ph e ny l , pyr i dyl, 
pyrim i dy l , thiazo l yl, oxazo l y l , b e nzy l , quino l y l , is oquino l y l , phtha li ziny l , qu i noxan l y l , b e nzothiazoy l , 
b e nzoxazo l y l , b e nzofurany l and benzoth i onyl in th e d e f i n i t i on of R 3 3 ar e opt i onal l y subst i tuted 
w i th up to thr ee ph e nyl, ph e noxy, NR ^R 3 6 , ha l o, hydroxy, hydroxy (C 4 -G 4 )a l ky l , (C 4 -G 4 )alkoxy- 
(G 4 -G 4 )a l kyl, (C 4 -G 4 )a l ky l opt i ona l ly subst i tut e d w i th up to fiv e fluoro or (C 4 -G 4 )alkoxy opt i ona l ly 
substitut e d with up to fiv e f l uoro; 

R^-afld-R 3 6 ar e e ach i ndep e ndent l y hydrog e n, (C 4 -G 4 alky l ), ph e nyl or phenylsulfony l ; sa i d 
ph e ny l and ph e nylsu l fonyl i n th e d e fin i t i on of R ^-and-R 3 6 ar e optiona ll y subst i tuted w i th up to 
thr ee ha l o, hydroxy, (C 4 -G 4 )alky l opt i onal l y subst i tut e d w i th up to fiv e fluoro or (C 4 -G 4 )alkoxy 
opt i ona ll y sub s titut e d w i th up to fiv e fluoro; 
D is CO, CHOH or CH * 
E is Q, NH or S; 

R^-and-R 3 * ar e tak e n se parat e ly and are each i nd e p e ndent l y hydrog e n, halo, cyano, hydroxy, 
am i no, (C 4 -G fe )a l ky l am i no, d i- (C 4 -G 6 )a l kylamino, pyrro li d i no, p i p e r i dino, morpholino, (C 4 - 
G 4 )alkoxy (C 4 -G 4 )alky l , hydroxy - (C 4 ^ 4 )a4kyl r Af 4 1 -(G 4 -G 4 )a l kyl optiona l ly sub s titut e d w i th up to 
fiv e f l uoro or (C 4 -G 4 )a l koxy opt i ona ll y subst i tuted w i th up to fiv e fluoro; 
R^r-R^-aftd-R 40 ar e e ach ind e pend e nt l y hydrogen or (C 4 -G 4 )^lkyl7 
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Af 4 i s ph e ny l , furanyl, thi e nyl, pyr i dyl, pyr i midyl, pyraz i ny l or pyridaziny l ; sa i d Ar 4 be i ng opt i ona ll y 
subst i tut e d w i th up to thr ee hydroxy, (C 4 -^ 4 )a l koxy - (C 4 -C 4 )a l kyl, halo, hydroxy - (C 4 -G 4 )a l kyl, (C 4 - 
C 4 ) al ky l opt i ona ll y subst i tut e d with up to fiv e fluoro or (C 4 -G 4 )a l koxy optiona ll y subst i tut e d w i th up 
to five fluoro; or 

R 3 6 and R** ar e tak e n togeth e r on adjac e nt carbon a tom s and ar e - O (CH^ rO-? 

t is 1 , 2 or 3; 

Y is (C^ - C fe )a l kyl e n e ; 

R^t-R 46 and R 4 6 ar e e ach independ e nt l y hydrog e n or (C 4 -G 4 )alkyl; 

m and n ar e e ach ind e p e nd e nt l y 1 , 2 or 3, prov i ded th a t th e sum of m and n i s 2, 3 or 4 ; 

k i sO, 1,2, 3 or 4; 

¥ * is a coval e nt bond, carbony l , su l fony l or oxycarbony l ; 

R^-is^Ga ^cycloa l ky l , Ar 6 -(G 0 -G 4 )a l kyl e ny l , NR ^R^-oj^-G ^a l kyl opt i onal l y subst i tuted w i th 
one to five fluoro; provided that when Y 4 i s a covalent bond or oxycarbonyl, th e n R 43 4s-not 



R^-aftd-R 48 ar e tak e n s e parat e ly and ar e e ach i nd e p e nd e nt l y s e l e ct e d from hydrogen, Ar V{G 4 - 
C & )a l ky l and Ar § -{Go-€ 4 )alkyl e ny l ; or 

R^^afld-R 4 8 ar e tak e n tog e ther w i th th e n i trog e n atom to which th e y ar e attach e d to form 
az e t i d i ny l , pyrro li d i nyl, pip e r i d i ny l , p i poraz i ny l , morpho li ny l , azepiny l , azabicyclo[3.2.2]nonany l , 
azab i cyclo[2.2.1]h e pty l , 1, 2,3,4 - t e trahydroisoqu i noly l , 6,7 - d i hydro 5H dibonzo[c, e ]az e p i nyl or 
5,6,7,8 - t e trahydropyrido[4,3 d]pyr i m i dyl; said az e t i dinyl in the d e finition of R ^-afld-R 4 *-^ 
opt i onally substituted w i th ono hydroxy, amino, hydroxy (C 4 ^ 4 )alkyt r (G4^ 4 )a l koxy - (C4 ^ 4 )alky^ 
<C 4 -G 4 )alkyl optiona ll y subst i tut e d w i th up to fiv e f l uoro or (C 4 -C 4 )a l koxy opt i ona ll y subst i tut e d 
w i th up to fiv e fluoro; said pyrro li diny l , piper i d i ny l and az e p i ny l i n th e d e fin i t i on of R ^-^fld-R^-are 
optiona ll y substituted w i th up to two hydroxy, amino, hydroxy (C 4 -G 4 )a l ky l , (C 4 -G 4 )a l koxy (C 4 - 
G 4 )alky l , (C 4 -G 4 )alky l optiona ll y subst i tut e d w i th up to fiv e fluoro or (C 4 -£ 4 )a l koxy opt i ona ll y 




s ubst i tut e d w i th up to fiv e fluoro; sa i d morphol i nyl i n th e d e f i n i t i on of R^-afid-R 48 i s opt i ona ll y 
subst i tut e d with up to two substituonts independently so l octod from hydroxy (C 4 -C 4 )alky l , (C 4 - 
G 4 )a l koxy - (C 4 -G 4 )alky l , (C 4 -G 4 )a l kyl opt i ona ll y substituted w i th up to fiv e fluoro and (C 4 -G 4 )aJkQxy 
opt i onal l y subst i tuted w i th up to fiv e fluoro; sa i d pip e raziny l , 1,2,3, 4 t e trahydro i soqu i no l y l and 
5,6,7,8 - t e trahydro[4,3 d]pyr i m i dyl i n th e d e fin i t i on of R ^-and-R 4 * ar e opt i ona ll y subst i tut e d with 
up to thr ee hydroxy, amino, ha l o, hydroxy (C 4 ^ 4 )alkyUS 4 ^ 

opt i ona ll y subst i tut e d w i th up to fiv e fluoro or (C 4 -G 4 )a l koxy opt i ona ll y substitut e d with up to fivo 
fluoro; and said 6,7 - d i hydro - 5H dib e nzo[c, e ]azopinyl i n th e definit i on of R^ -arelR 48 are optiona ll y 
subst i tut e d w i th up to four hydroxy, am i no, ha l o, hydroxy - (C 4 ^ 4 )a<ky^ 4 ^ 4 )alkoxy - (C 4 ^ 4 )alky^ 
{G 4 -G 4 )a l ky l opt i ona l ly subst i tut e d with up to fiv e fluoro or (C 4 -G 4 )alkoxy opt i ona l ly substituted 
with up to fiv e fluoro; 

Ar * i s i nd e p e nd e nt l y d e fin e d as s e t forth for Ar and Ar 4 -abevef 
Ar 6 i s opt i ona ll y i nd e p e nd e nt l y substitut e d as s e t forth for Ar and Ar 4 -abover 
R^-afld-R 428 ar e i nd e p e nd e ntly hydrogon, (C^ -Cy )cycloa l kyl, Ar 6 -(G Q -G3 )a l kyl e ny l , Ar 6 -(G y 
e 4 )alk e ny l , Ar 6 - carbony l or (C 4 -G ^)a l ky l opt i ona ll y subst i tutod w i th up to fivo fluoro; 
Ar 6 i s i nd e p e nd e nt l y d e fined as s e t forth for Ar and Ar ^afeevef 
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Af 6 i s optional l y i nd e p e nd e nt l y subst i tut e d as cot forth for Ar and Ar* abov e ; and 
R 44 and R 4 4 * ar e e ach indopond e nt l y hydrog e n or (C 4 -€ 4 )aikyt. 

166. (Original) A compound of claim 165 selected from 1R-(4-{4-[2-(1R- 
butyryloxy-ethyl)-pyrimidin-4-yl]-2R,6S-dime^ butyrate; 1R- 
(4-{4-[2-(1S-butyryloxy-ethyl)-pyrimidin-4-yl]-2R,6S-dimethyl-piperazin-1-yl}-pyrimid 

butyrate; 1S-(4-{4-[2-(1R-butyryloxy-ethyl)-pyr^^ 

pyrimidin-2-yl)-ethyl butyrate; (E)-1 R-{4-[4-(2-methyl-32-phenyl-acryloyl)-piperazin-1-yl]- 
pyrimidin-2-yl}-ethyl acetate; (R)-1-[4-(4-quinoxalin-2-yl-piperazin-1-yl)-pyrimidin-2-yl]-ethyl 
acetate; 1 R-(4-{4-[2-(1 RS-hydroxy-ethyl)-pyrimidin-4-yl]-2R,6S-dimethyl-piperazin-1-yl}- 
pyrimidin-2-yl)-ethyl butyrate; 1 RS-(4-{4-[2-(1 R-hydroxy-ethyl)-pyrimidin-4-yl]-3R,5S-dimethyl- 
piperazin-1 -yl}-pyrimidin-2-yl)-ethyl butyrate; 1 R-[4-(3S-methyl-4-oxazolo[5 t 4-b]pyridin-2-yl- 
piperazin-1 -yl)-pyrimidin-2-yl]-ethyl butyrate; 1 R-{4-[3R,5S-dimethyl-4-(4-methyI-6-phenyl- 
[1 ,3,5]triazin-2-yl)-piperazin-1-yl]-pyrimidin-2-yl}-ethyl butyrate; 1 R-{4-[4-(4-cyclopropyl- 
[1 ,3,5]triazin-2-yl)-3R,5S-dimethyl-piperazin-1-yl]-pyrimidin-2-yl}-ethyl butyrate; 1 R-{4-[4-(4- 
cyclopropyl-[1 ,3,5]triazin-2-yl)-2R,6S-dimethyl-piperazin-1-yl]-pyrimidin-2-yl}-ethyl butyrate; 1 R- 
{4-[4-(4 l 6-dimethyl-[1,3,5]triazin-2-yl)-2R,6S-dimethyl-piperazin-1-yl]-pyrimid 
butyrate; 1 R-{4-[4-(4-hydroxymethyl-6-phenyl-[1 ,3,5]triazin-2-yl)-2R,6S-dimethyl-piperazin-1 -yl]- 
pyrimidin-2-yl}-ethyl butyrate; 1 R-{4-[4-(4-methoxy-6-methoxymethyl-[1 ,3,5]triazin-2-yl)-R,6S- 
dimethyl-piperazin-1-yl]-pyrimidin-2-yl}-ethyl butyrate; and 1R-{4-[2R,6S-dimethyl-4-(4-methyl- 
[1,3,5]triazin-2-yl)-piperazin-1-yl]-pyrimidin-2-yl}-ethyl butyrate. 

167. - 188. (Canceled) 
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